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OTHER SOURCE (S): CASREACT 141:140193 

AB Disclosed is a process of subjecting either a salt of an amine 
with an optically active diacyltartaric acid or a 
diastereomeric salt of an optically active amine with an 
optically active diacyltartaric acid which is obtained 
by optical resoln. of a racemic amine by use of an 
optically active diacyltartaric acid to salt exchange 

with an aqueous acid solution, wherein an optically active diacyltartaric 
acid is preliminarily added to the aqueous acid solution Also disclosed 
is a process which comprises subjecting a raw material containing a racemic 



amine and an optically active diacyltartaric 
acid to optical resoln. to recover one of the 
diastereomeric salts of optical isomers of the amine with the 
optically active diacyltartaric acid, treating the 

recovered diastereomeric salt with an aqueous acid solution to which an 
optically 

active diacyltartaric acid has been preliminarily 
added to recover a free optically active diacyltartaric 
acid, and recycling the free optically active 
diacyltartaric acid to the optical resoln. 

step as the raw material. This process efficiently recovers optically 
active diacyltartaric acid which can be recycled for 
as resolving agent in preparation of optically active amines. Thus, 
1,2-diaminopropane 14.8, di-p-toluoyl-D-tartaric acid (optical purity 
99.5% e.e.) 40.4, and 35% aqueous HC1 solution 18.8 g were warmed to 60° 
with stirring, dissolved, cooled to 25°, and filtered to give a 
diastereomer salt (37.5 g) and a filtrate mother liquor (203.5 g) . The 
diastereomer salt (76% e.e. 1,2-diaminopropane) was recrystd. for H20 to 
give 20.8 g of the diastereomer salt (98.5% e.e. 1,2-diaminopropane). 
Di-p-toluoyl-D-tartaric acid (0.5 g) was added to a mixture of 6.7 g 95% 
H2S04 and 115 g H20 with stirring to form a slurry followed by adding 0.5 
g of the diastereomer salt, and the resulting mixture was stirred for 10 
min. After confirming the crystallization of di-p-toluoyl-D-tartaric acid by 

salt 

exchange reaction, 20.8 g of the diastereomer salt was added portionwise 
over 1 h and the stirring was continued for another 2 h. The precipitated 
crystals were filtered and dried to give 17.6 g di-p-toluoyl-D-tartaric 
acid (98.0% recovery yield and 99.5% optical purity). 
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AB Disclosed is a process of subjecting either a salt of an amine 
with an optically active diacyltartaric acid or a 
diastereomeric salt of an optically active amine with an 
optically active diacyltartaric acid which is obtained 
by optical resolution of a racemic amine by use of an optically 
active diacyltartaric acid to salt exchange with an 
aqueous acid solution, wherein an optically active diacyltartaric 
acid is preliminarily added to the aqueous acid solution Also disclosed 
is a process which comprises subjecting a raw material containing a racemic 
amine and an optically active diacyltartaric 

acid to optical resolution to recover one of the diastereomeric salts 
of optical isomers of the amine with the optically active 
diacyltartaric acid, treating the recovered 

diastereomeric salt with an aqueous acid solution to which an optically active 

diacyltartaric acid has been preliminarily added to 

recover a free optically active diacyltartaric acid, 

and recycling the free optically active diacyltartaric 

acid to the optical resolution step as the raw material. This 

process efficiently recovers optically active diacyltartaric 

acid which can be recycled for as resolving agent in preparation of 

optically active amines. Thus, 1 , 2 -diaminopropane 14.8, 

di-p-toluoyl-D-tartaric acid (optical purity 99.5% e.e.) 40.4, and 35% aqueous 
HCl solution 18.8 g were warmed to 60° with stirring, dissolved, 
cooled to 25°, and filtered to give a diastereomer salt (37.5 g) 
and a filtrate mother liquor (203.5 g) . The diastereomer salt (76% e.e. 
1,2 -diaminopropane) was recrystd. for H20 to give 20.8 g of the 
diastereomer salt (98.5% e.e. 1, 2 -diaminopropane ) . Di-p-toluoyl-D- 
tartaric acid (0.5 g) was added to a mixture of 6 . 7 g 95% H2S04 and 115 g 
H20 with stirring to form a slurry followed by adding 0 . 5 g of the 
diastereomer salt/ and the resulting mixture was stirred for 10 min. After 
confirming the crystallization of di-p-toluoyl-D-tartaric acid by salt exchange 
reaction, 20.8 g of the diastereomer salt was added portionwise over 1 h 
and the stirring was continued for another 2 h. The precipitated crystals were 
filtered and dried to give 17.6 g di-p-toluoyl-D-tartaric acid (98.0% 
recovery yield and 99.5% optical purity) . 
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AB Patients susceptible to or suffering from conditions and disorders, such 
as central nervous system disorders, are treated by administering to a 
patient in need thereof compns . that are 2 , 3 -diacyltartaric 
acid salts of E-metanicotine . Examples are given for determination of 
binding to relevant receptor sites and preparation of (2S) - (4E) -N-methyl-5- [3 ■ 
(5-isopropoxypyridin)yl] -4-penten-2 -amine hemi (di-p-toluoyl -L- 
tartrate) . 
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AB Patients susceptible to or suffering from conditions and disorders, such 
as central nervous system disorders, are treated by administering to a 
patient in need thereof compns. that are 2 , 3-diacyltartaric 
acid salts of nicotinic compds., and particularly, nicotinic 
compds. that are characterized as aryl substituted amines (e.g., aryl 
substituted olefinic amines) . Examples are given for determination of binding 

• to 

relevant receptor sites and preparation of (2S) - (4E) -N-methyl-5- [3- (5- 
isopropoxypyridin)yl] -4 -penten-2 -amine hemi (di-p-toluoyl-L- 
tartrate) . 
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